1, 148, 622 5 an ani no, | ower

al kyl -am no, | ower al kenyl- represent |ower-alkyl groups which nay be 55
am no_or protected-amino group. According to joined to form a

het er ononocyclic ring as a preferred aspect of this enbodi nent, the
her ei nbef.ore defi ned. conpound of forrmula IV is reacted with a
According to yet another enbodinent of 5 conpound of forrmula V in which
Rlerr] and R err] _the | ast - nment i oned process, a comnpound of are absent
and Y- stands for an am in which X
represent 60 (e. QPOAQE(EIBE %ﬁﬂém@i@ﬂ& am no -
protected-am no group is reacted V\m(bl DBRAWINGS - nethyl - propane or 1 3 -
di ami no - orrpound

of formula V hereinbefore in which byt gi ve
& in Y represents a hal ogen atom aldmgﬁgﬁ

a conpoun

whi ch R e £ Speci L PG |ssI|t
of f fr"(?[m DL AW\ f eﬁ?gfr‘k QR&%PE?deT@O%\TB{ﬁ@'g%t f‘?g‘%:"a?'?sl gtdqugt at gn
roduct . yintef 2

Fe_ g. at , EJ fi (36}7?093}: tUm‘?ed St%?es ;J{ Amar?J&Noam%ﬁ)l o%g?fé‘/; tIHSS

ca 75[err h X represents a tosyl - am no

. 4 t E) rwn i
group is R e preferre 5spect can be present reacted with a
conpound of fornut in an excess anount vvhereb it serves as the

which Y o t e ( 123 1F2D2 H2A2, 1H2A3
M i e e

veni ently avail abl e nonifeRGt L¥£001g2n, CLE LIRsEdLD320 312:zonum213| rlg.3$1 e
conpound of for- ve L35 uE3SASLIN30 LL6¢, RE6% LL660fIdr6m'a

into its sodio deri vat| %g\h&ﬂ'n lvlg' %\,&3"6"2214 GL%‘@?Z;?{,? 331% Lv532§,0(7‘)g9320r

hi gher al kanol en ato ed 20 or an
am ne sucHng§&l py? cégm’ cﬂll /g% Gl"uﬁhwﬁfr‘? #ed or sodi um
nmet h- qgui nol 3 4? A220¢ on rredl um oxide) prior to

reaction with the conpound 75C0MPLETROS?MI§QTI%Nanot her embodi ment of the

of formula V. A convenNis%l Bﬁ&lnﬂiefslaﬁueuhbManuﬂaa&irerthefdoﬁned process, a

conpound of fogs 3& Y 294, hel 2 Yhey 1 QHR: | el , Ryl A
her 61 hbef or & A Haisit FERr %am,anpamaﬁ Redcl 1 nénpaamncé%? S o £ abl e
proton- 25 am4-am4nc;eniadmemsal [Byslle; eSmrm R*OMeratlalmrtygether ofivln &tel ningogerci 25

agent - such a§m§E x derdary]. the invengon, ey me‘;gge fheth @b?} attaehediepERted- ani no

T

Vhi le a todyly 9‘”1 mﬁﬁa‘f%?‘&m A o %‘%xﬁé&e“ it h a
conmpound of frefishab® toPbObREulAgY @EatE N dt as nhaieﬁitrbgame mPfwhich lat- VI
her ei nbef or e and bywthedbllo¥ing tsaraientf-or a hal oer atomessy carty age ISIIIbsr@f!encadﬂwsxe- b¥
apprectatefy LU A i SERLAESIE RIS AULOLT ggngé s
equi val ent " proyRChLB0GHALPpoWd 55 4 DIGR Aalkyl or
aryl - sul phonykntigti ared cc(ne:mgads £ e gdﬁerslufoph Olbvydr alkenyl group and C,H,, represents an

or a carboxylmwa acyl group (e.g. acetyl) @the%mu%@vmg two carbon atoms be- 35

e two nitrogen atoms) and wherein
present as t he prot ect I ng gr OUp Pref er abttgybroken lines den%te that tl)le substituents t he

protecting group is a ﬁaJrWE(yl ic aCyl OF Oddfached thereby are optional, and acid addi- O the
benzene- sul phonyl_, group or alderir tion salts thereof.

i he compounds of formula I here- 40
tive of the latt é!‘ [ﬁloL‘ Rwat is & e and their pharmaceutically-accept-

qui red of the prot eg ing gr oup is that |ta£8’rmd addition  salts are charac-
functions efficacg in the reacti on aB@eLal; an antidepressant action on be

readily split off whensrequired. the central nervou; 33171st§mf and are 5
i i useful not only in the relief of symptoms 4
Conpounds of fornula | hereinbefore in as ocua{ed with depression of the central ner-

which Rlerr] is absent cargpe |ower-al kylghe but also in the prevention and

I owerfal kenyl ated by a var| ety of net hOdSreieB;lbcgf’tentral nervous system depression
gi ve fhe correspondl ng conpounds in whi chcause ME%EHO me ﬁ“é?‘ oA Rgoerr]
n 2ndhthe B QEal D8R LE flec Sl £OGT E%s s i e
have the signtim HJbrVER- ge 4181 gam &Eﬂ ﬁl i cbrﬁbaﬂﬂild: eharR[ err]

i s absent carB lepresents o epidels @hingl, alb-ohweyl- ahdcgtitical Icmmen; fad k:@nlgle, r coppat=

reacted wi t h tafpor Hprlpﬁf"él di By P.}k: g opganis ingr “‘
et e N T e e TR Fa"f Bt % 100
of formula V|ahd EERh Rdpeteat £ haloydn aoiy Pl pachkiom tehard nﬁyllbphap ed dxdflV\Elb— aI kyl)
hal i de (e.g. trifluoromewyli pigrogeroupng grosip|or ta ctafnceh puglerest Wieerreelatnh {afterg, stapBeshy |

i odi de) or (l[pwerssadaienyl) halide (e.qg. product. The treatnent of a
conpound of allyl bromde) in a medium suchzas -ether, ben- .. for mul a
VIl with a conpound of fornmula zene, an alcohol (e.g. et hanol)

N, N-dinethyl- 40 VII is preferably carried out in the presence fornmam de
or di oxane. 105 of an alkli (e.g. sodium hydroxi de)
and any Suitably, the reaction is carried out using




suitable inert organic solvent. It will be sodium nethoxide, sodium
hydride or the |ike appreci ated that when ammonia is used as to form
t he sodi o derivative at the anilino t he commpound of forrmula VIl there
I's oh- nitrogen atomand reacting the resulting sodio 45 tained a
conpound of forrmula | in which R err] derivative with an equival ent anount
or an 110 and R err] are both absent. Further, when a excess of the
appropriate al kylating or al keny- | ower -al kyl amine is used as the

conpoungl | ating agent. of formez VIl there is obtaihed a conpound
Conpo ' ' of
Rl err] andm#gpeium] siegratephipleh vEgeable Oléﬁnd((lfmer ARy Plpsrldatb,sbﬁtpm@hdmble mpno- 50

present an@ %plyéltk cglycals, s % Gpenalkyp) id Y- di (| ower
e e et e R

nmono( | OWerncaI hlyﬁa)atlﬁxﬂni’ﬁ{yu Sadeaup inesohd 1arp1pmzmya, @@ed alﬂﬁiylb:l‘ye- akmpou'md of

fornul a rrigmf(fatmme@ ta bletdy t4 SaSUPo fa@flyl,f @?Wﬂ alkoxyv alkyh helre i s
obt ai ned aELHREfinGIEYEY “E&Eai Lt ! ca i Zﬂ?ﬁkn eyl are
absent UndﬁJns) If desited) plan m WRfsli theai"h@ rérexew@etmand refl ux

w th et | paaiowabay lteosteyﬂlmﬂ (z»'nd/lmemh\jL con- ated.

1,148, 622 fin auxfligry rppsiabrey sighras \/Pé“-sffh} fmgggﬁt@g Flgsecgof fi '“%Pm‘"ded Por
s, .sfabili

derivati Vefy xg bl ShTR %ﬁ) Qaﬂjﬁﬁé o 13:J a)p cor)ﬁﬂc hi gmé,cfo xd?vlhag

exanpl e, apressure lof\beffersa Iy maplalsel @orftditC hrepi@sente tah WyridyQd ipRtQyl] Mafo -phenyl

di et hyl éﬁeg:hﬂydbﬁrapdutnéh'hn}stfuleﬁdbs#nwso efrdugophyl - phoglindsitof - whayigeer al

formui a preparations for administration to a war (lower alkyl) - phenyl or (lower, i h Rlerr],
blood d a re ig present from about lﬁréyl rou% and acid addition salts” there
Rlerr], Rgir i%? 5] fronk) aBdaél Ene o T nes have

t he signi focargc;e mlmgmdemrh Ip&lfe,rablysfrom 55 b) compounds of formula I énGiéhied BV t h at

| east 2 ZQm u pnghp ‘ggve amine per represents a pyridyl, phenyl, halo-phenyl, tri- 835
hyl - phe enyl

art ne_undef £‘é§§ A LI AR

Rerr], R[ﬁﬁd'a qntﬂn%lhlstrm -Eain]or brincBddd fro&h, BFORHAdR* nfor rTU| a

br oken I | nelsmhdkbé gnhle ®n mtlfmanéeto 'ivsamdeénrlﬁ &rs, 6,14 7, \md @dmt ad;lpmm

hydr ol y&? nJE Wéi‘eF‘h ropyl, i sl therepf ydr?fbhl oric
acid, yielff Zﬁg]‘ ﬁr‘hﬁ“‘ cmirfﬁi‘,‘"é O psaéﬁfé"u‘im il’f f"“““’acvﬁ R ) or

Rl er r] ink.SThe eg@nlawer] Ialkoxbn' NCStgndtts(i ou\arropalexkay brpupG Qm acid adpﬂbm@ts can be:
manuf ac\t?vgr g)tgtlgmnhhle\ﬁebwahqéyﬁh alkggy gmtlli’ oFpergét, > the co %?Inglllw ami noﬁf

mono(| o methory, 5&&3? éﬁaﬁnﬁﬁ; gt \m"zn@;%w lowe opriate
aqueous al &en@ﬂ chdds- = stralgHﬂcEalra(Bl'damx @r-qazsal @up, formul a

I in whi chbﬂchq'drc}manlﬁenﬂ[gw |cotyatiig ir@pr eié;emereef, met hy I ou can be

yl Theg

ine i and
“gght cha}n;gyatﬁ:g i Ls esen, 1S a sent a o _stirtlglllﬁr q;l,(l)(o% ous

methylenk) dr egnau , aﬁi’ ﬁdd, a(g[b rsa]hs t eof,r] Rerr],
enmey) - Pr0pylent€o nd§ o femrml Iaml Wlhnérlie‘l lnbef ore in

manuf actyr & %GP e %}‘
Rlerr] ar ebranched

f or mal dehy shethyglend, tétﬁaﬁxmmzlexa,cp
Rerr], nmelfh!d - precylsnep I

i nes hqge

2 5

N-OH grouf
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represent straight-chain or branched-chain
alkyl groups containing from 1 to 7 carbon
atoms such as methyl, ethyl, propyl, iso-
propy! and butyl. Thus, —I\(H or R*) (H or
R?) can represent an amino, lower alkyl-
amino or di(lower alkyl)-amine group. Fur-
ther, R* and R* taken together with the nitro-
gen atom to which they are attached can form
a five-membered or six-membered hetero-
monocyclic ring, preferably a 1-piperazinyl,
piperidino, 1-pyrrolidinyl or morpholino
group. The heterccyclic ring may contain an
oxygen atom or a further nitrogen atom and
this latter atom may carry, as a substituent, a
straight-chain  or  branched-chain  lower-
alkyl group such as methyl, ethyl and iso-
prepyl, a hydroxy - (lower alkyl) group such
as hydroxy - ethyl, a (lower alkenyloxy) -
{lower alkyl) group such as vinyloxy - alkyl
groups or a (lower alkoxy) - (lower alkyl)
group such as ethoxy - ethyl. Examples of
saturated five-membered or six-membered
heterocyclic groups represented by —N(R?")
(R*) are piperidino( (lower alkyl) - piperidino,

ATEDIE
Qdd Q@J‘ addition salts there-
of, and

g) compounds of formula I in which C,H,,
stands for an ethylene or 2 - (C,—C,; alkyl) -
ethylene group and B represents a 2 - (lower
alkylamino) - phenyl group, and acid addi-
tion salts thereof. The preferred diamincs
provided by the invention are those com-
pounds of formula I in which R* is absent and
R* is present in the 5-position (that is to say,
in the para-pesition to the anilino nitrogen
atom) and represents a halogen atom (particu-
larly a chlorine atom), and acid addition salts
therecf. Furthermore, when B represents a
pyridyl group, it is preferred that ¢his is a
pyridyl - (2) or pyridyl - (4) group. Especi-
ally preferred compounds of formula I are
the 5 - halo - 2 - [N 1 [3 - di(lower alkyl)
amino - propyl] - amino] - 2’ - fluoro - ben-
zophenones, the 5 - halo - 2 - [N ~ [3 -
di(lower alkyDamino - propyl] - amino] -
tenzophenones and the 5 - nitro - 2 -[N -
{3 - di(lower alkyl)amino - propyl] - amino] -
benzophenones.

The novel diamines provided by the inven-
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(oxi mes) can be manufactured fromthe cor- be hydrolysed with a strong

acid to give a respondi ng conpounds of fornmula I in which ketone.

Thus, for exanple, a conpound of A represents an oxygen atom (ketones)
by fornmula XI can be hydrolysed with a strong 65 reaction with

hydroxyl am ne. This reaction acid to yield a conpound of the general 30

is preferably carried out in the presence of formula a suitable inert
organi c sol vent such as pyri - di ne or ethanol. Conmpounds of fornul a

| hereinbefore in: . [err] 1,1486M8ich A represents an =NH 03 an

=N- 35 (lTower alky F roug?can be manufactured from t he correspondi ng

corrpounds of t"l‘ arf“i;d - ﬂ?ﬂ?fdéﬁ‘feﬂ‘thréapr %’gﬁf"&rzgfﬁy dg%ﬁg’énuﬁ B@‘Z_ 55
(ket ones) by r’ﬂﬁ@ dc@ﬂh E;)ﬁ 45%r&fide@® diaz[1M4E on L am ne un
pressure. They Itlteamvcnﬁﬂrﬁl tltelxmvelvdlahﬂMarxmnl a Ttesbjrdr(sysisncﬁ:@rrp@m{sl,ﬂépme
formula | n% ﬁlamaf%e@ rié»sémr ysipf abepq startin meier lafrfer chell fsegioptwi th a
| ower - al kyl aaf] ?;ﬁ"'r‘ie"frt % g8l ﬁm‘i{aorrpoung B i ’a g sugmfcé‘&n%& an
=N- (| ower al kyl) group 45 Corrpounds 0 mawaa;d (Ca &bdﬂ a 4 THa
which B represents a ll%r%ﬂph ¥l grouphydmmseqam Hel @rrred ouR[aelam] tenR[ err],
o

Rerr], Rerr], n,and mOdeext ca npggu SFeRHD CEAER SnpoltAls of
formula |ines h v | gni fi cance gi Ve étﬂilz ;éorvc \?ﬁﬁ_’g B bmperaturd. 68

whi ch B represents \ r al kyl am no) - Adﬁaﬂtagebu’sl?, theaz@drkngms(:@r&yxﬁéct&d into
the correspond- group, the el m@#t#tmp‘r étsermtO)t priferggdoxi me or
i mine by reacti oria Wi t hB hydr oxyl 50 bei ng’,?%: rgtﬁflé’q g‘ggﬁygrgl Facet by the
C=N- amine or anmoni a undegpr essure as pee st bBEd a benz Epid| 4634-) 7@ oup.

Thus, for exarrpl e, when wearlier. a c@lm@umldnaﬂxﬁcgh‘fa{ angﬁairafpm-lnul a
The Corrpound Boﬁn‘%l, q{ I f orm g édk yene group 1s aydro yse Wi a minera

wherem 7 and the broken ac1d under thc foregoin; .
1,148,622 lines have the s1gmﬁcanc iven ecarlier, with obtained a compound ofgfﬁﬁﬂgpfﬂé ﬁ%c%l ts wth
one or none LA i €hdl pé@ence Hi%axﬁ fneR gaBE QRS Q@ dRe at MofylRee diolg dREXt HECE S
| ents of aci elvde mddv-hﬁgc wpmnd,txheodnmd)éﬂp @ffsent amjAtﬂqxaesmtmrupwgaxmonevaporat ed
to_dryness. ag:'l(:;p ucing hl(xl%?)’g I% and onﬁc € ;):'gs?nt i vcnn ngce;ie’iig igi%bepéon of
127 g of theyo olwe Z&} éd the re@u‘l ﬁi@fem ﬁn ﬁ] i—L,, st3BdsSiRd Iroeddy-t N
i norgani cisi ptoafa{)mndhxcmfz\ mésﬁzmd ammmgexeithﬂr le\MiSr £i-l cCeredallyl) -antliae @map,C gRCi ds
such ‘as hydr st W!ﬂ@f@@}gcbm?g ip dish Aseret RO smv [\Ra("@eﬂ Bltfm ngt in- 55

hydr obr om ¢ %:%T ﬁea ﬁﬁﬁm éena&agu wei atgwp @ Pleon 1;#&

neutral al um, PR Tower-alkyR iRk € thaC kfion A Crortat)

t ol uenesulphos may créqutrhecrmmdrmngn any t fnofe300 m of petrol eum aci d,

ascorbi c amggnﬁlﬁrr&“gc}g E?o“gﬁl%%frg{nﬁkﬁ:%@m@m d ether gave a first fraction

whi ch upon e £ ation
yielded 5 - @h Qxftmanrr:c?d?itmn '@ ; The| pr odugtseralf i hed by
reacting a corManyrwétthglllamdndlﬂcmm)pwn)ig- am noj r: 2' L 60 pound of
formula IV h’%?t%‘?eag’époni:‘é;? (I]ura tegﬁamﬁg? - bengor ne\j.n,the form gf an
oil. X ,084,799S yTr@mg’g Gheup W th a-(;,@ e dil thus

obt ai ned wasi @hssszal \A&drestiﬂo ‘WbQes of bpedid of formyda’ V; g nhjefore in which
Y m of Akt H@fﬁmmc ﬁwlmmnﬂcfwé‘ff ofg fargula IN et h- regresentd a hal ogen atom

have the genBfal 3§hqchhng en ¢ jde (10% excess) weré 15 fornul a
added. 800 lTi)hc:fi Gﬁetl ﬁfen%el(;ﬁrtpgf l%:g{ - {III)

the m xture latmifl)t heduoesethitliphegyls @itmtnhtml, was

cool ed ové? n{loyet 2RE-RheRAeT gever REeHi-PIg b f he [ err]

R 4
filter-cake IWIb hm%tlh'%rhlcﬁ-'kd xsd}f?)rY&ﬂganQ\Celrrm § h e the anﬁl:\:ancIc{ xﬁg 21;3-151‘3 n%t hen

gave 5 - Ch| ﬁd‘nﬂs for 2 proplyIBhe-ch{i3 and R rep 1 grod
am ng] - ' se in which R® is abcem R* is present base undetf h){g@ﬁygng cdgegnmp rvehere
hydr OChl O tands for an ethylene or 2 - required, introducing the group R by lower- 90 f or m
of eI L ow r | - et‘g@?c UrOE Plrefe{red alkylation or lower-alkenylation, introducing
y §zd Q-M 4 Qmﬁ MdderldR! i lfor-  the group R* by lower-alkylation, converting

mula II are tbose in Wthh R' is absent and the resulting product in which A represents
R’ is present in the 7-position and represents an oxygen atom intc a corresponding product

45 a halogen atom (particularly a chlorine atom). m which A represents an =NH, =N—OH 95
Especially preferred benzdiaz[1,4] epine =N—(lower alkyl) group by reaction with
starting materials are the 7 - halo - 1 - {3 ~ ammoma, hydroxyl amine or a lower-alkyl
dilower alkyl)amino - propyll - 5 - (2 - amine as the case may require converting any
fluoro - phenyl) - 2,3 - dihydro - 1H - fluoro-phenyl group B into a (lower alkyl-

50 benzdiaz{1,4] - epinone - (2)s, The 7 - amino)-phenyl group, hydrolysing any imine 100
halo 1 - [3 - di(lower alkyhamino - propyl] - product with a strong acid and /or converting
5 - phenyl - 23 - dihydro - 1H - benzdiaz- any product obtained into an acid addition
[1,4] - epinone - (2)s and the 7 - nitro - 1 - salt.



of 172-174[err]C. 5- chloro- 2 - [N- (3 -

di met hyI am no - propyl) -

am nol 2' - fluoro benzophengne 75

wasfurther treated as foll ows: i) Asolution of 16.7 ¢

(49.8 Mol ) of 5 - chloro

- 2- [N - (3 - dinethylamno

propyl) - amno] - 2' - fluoro - benzophenone, .

85 g of 4hydroxyl am ne hydrochl ori dgsssmazi 200 80 (Whereiin A, B, Rerr],

R[err]“‘R[?TTT— erry, nana the ni of pyridine was neated at reflux for
brokq‘ﬁtefﬁtiﬂaéb“es A %‘H@Y S%}‘is -ficance gi vep[ Rolkk. A further-15 g

of hydroxyé FLo e te”“ TR IPFOST mThe productg©f formula X1 igy

drochlorid d;\l&ﬁ&eli chmgd@gesa;ndatﬂgﬁdymeatl ng 20 which A represents an
oxygen a¥ op}benﬁ, r lejprpbenyl a(parn@fatlmxz-ﬁmmcontl nued for [BorBtlal of 96 sents
a phenyl, Hﬁwmf OV" ‘fvfg”f’ e f&‘@’flhyl hour s. reacti on m xture was
t hen poure 5,, Pihe r>§ r}' PRY's” absent, R etr]’ (when present) into
an excess ofb)ltmn%ibh Re)dlabmthydr OXi de.and, in eiftieEadsS Bpliningofinaly paent-at om  or
the tri fﬂouorbeferréﬂheuatenw d@l wd rhqss<tmr enmxglpemsma @dadrhwr refquired, infgest hy |

group, Ref ﬁ @g fTEe a?fgf Efgp tiow I;'(’:%%gﬁf Hlf ﬂgm WaShed
with water ély hloti €feteed nby TAtfd ﬁ ing “any

sol vent vvaslua*temy/ads frothgy |7v¢a1a sQ phdlyl Crity awhich A f;:pre%n ah okysgastatomnmoof R[ err]

and Rl er¥ et 1es?e3ntd Y4 + (18t et chmtf 1 ng‘“FIrlb éwr sub- 90
WnenRL st!ar‘i1 ei}lg g t 8 £ o % ﬁfon%glgnds oy 'lf‘e?né e@'{gl i zation

from et har&QJtaug@VQ cation S EsErdls AL hdddn-O mﬁlid or @ D gmihpa! thecaeeum fsor
col our | ess befere dé E!sfertably Rarrie <Nt in ahJqueogi rrsluhtylconvertmg inmﬂtlm-sheﬁawg@nm BNo.
15, 3001 B B PNt o ofge | (SN bk e, 2 - 30

orgamc solvent suc as methanol nne duc w1th a 5 ron ac1d
1148623) . ethanol. The base may suitably be an alkali- and/or wuv mr fa z[ﬁ Ofa OX| e
mel ting at nketD[hedrodide (e.g. sodmiBr};Rydfcﬂidl:)ow ragdifonasalpd BSBIR‘J Rfskf'r m ,R*f Agndprss- - 171

[err] C. an alkaline-earth-metal hydroxide, e.g. cal- 95he brokeg égqgéxgvng;bq plgf@ﬁ;afg gty@e

: . hydroxid Th -
I nvent| Oﬁ :11::1;1 f[outy alr‘:ozzlyeluxtab r;% zhlytblm’ ?11.8 fse:a ng f m'(egak;]g ajmrjnd

chloro - 2 prefdrfl -to (0 erate Be@w- symbol standing for an amino, 1 1
propyl) - aram moperatwr’ - fl uoro - benzacpfirendever alkenyl-ameOG rplronzmed-etdﬂanol
and 900 g ofccadite aﬁl&mth Pe°° s grovided T |(&s Jag-umep) gfPuRxcess of nethyl 35

the inventi ¢ nqvel 56 e startx Sﬁs [ omE h |
chloric aciseh Weffct Shn S% Ge I h cifitatidad ofet hano
was seal ed rhergemalmmula 0 - |l oro -ouﬂ. I:ett Bpatexdlmlh y1,.99m) 1902,973, bonb
under nitrogen at a pressure of 1000 972p#5 P%WG-mG L03?r,?3l§<¥lﬁéeresﬂ yl) -
2,3 - di- pounds per square inch and

rti aj 1?1 ormu ro - 1H -
benzdi az[ 1, 4] epi none rt | 2)xdi- for ca 3a gbgesn é%glﬁ L&wmﬁg WAdH] Ur e was
hydrochl oride. The ref I ng sol uti on phasgl, ﬁald—ﬁlﬁnyCKpa'ﬁdllaﬂhe ?ﬂiubrb-r ate was
concentrated in 40 hexged, ynder refl ug@@}),lgqug&ﬁghy} h?@f‘pglp'ﬁéf’heeﬂ’ vBcuo to
give a mixture of twh isongric 5 - 105 do¥er gRRFRHL oM 872 under
reduced pres- chloro - 2% [N - (3 - db)nmshyﬂ WHIGhI 0 stands for aPdi&ted-The

resi dual solution was nmade basic propydn)m&grtalm(wgf rably Ztosscl—ammpb b no -
benzo- (>pH9, HYDROMvpapers) with c@?q‘%‘em@‘ & g‘“‘ °m“Wet yl

imnes in the form of anmoni um hydr%htcf@nd & Prodeht eiﬁnﬂ,(:lbgbdgigoj(ept
yell ow prisnms of nelting point 90-103[ ednt |r&predémts aahalo@@pa’tm(piﬁicﬂhdy 4 00m

t enper at ur evithy withe congriopndché gfe gengral formla s‘élh’ems atel| cﬁskﬂéla afeaFde’ter- 110
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group and xﬁ{xed phvdee px ]a hee\:wceyeﬁblst st g CLAIM ayba wax in a
sui tabl e 5%{%&"%?&‘255 oiet Foy Sgﬁ‘g %ed °‘%2Fﬁ<§f|‘8ﬁée“§‘f‘ ah 110 60 °
i ned cont gl A8 o sdikable 5, ’Tﬁn Ch\n@ cool - whic¢h rgstands for 2, 3, 4,
5, 6 or3W iad granules witig ntlliilmtuﬂ of Jner mfi C, addi e t h2 %Cti{meorr@g erial least’
one of R[ ereednpeeesihg R gregu ﬁmn %‘@‘ht wheng Cplom- 4
1,148, 622 preeine Tﬁdtl agsfver:g%gégt wexghgox';% r{\\g 17 e Her rlHerr]
represent sm@nmg"ﬂ yfene group having two 17%1 ¢=Ahalo - 2 - [N- (2 -
ethylam no - 65 car bgn atom; bet ween %e t nitrogen atons) ethyl)
- aminof® - henzoph g HapeE Fo v%wr ein the broken lines denote that the
18) 5 - Chly E)sue ac f,qﬁaleth @mmoet amno - substituents attached
thereby  aginqpt lz'onahq-o etfyghnone aynrcno] - benzophenone and acid
addi t i on_scldrige,t 1@ rmeppL lactose, 37 mg of corn ‘%’ ?\ rma_ceut | caI ar i on

or ‘Eﬁ){lfl - G é%l

conpri s¥ starch andyp 1} :’:ﬁ OB orl ML L} ound as
set forth } éotal& Iﬁ rﬁi;ﬁno rtheaactl af;nal ergedup, B rEpi’@ErﬁSEl@hdeB. gﬁgﬂyl w phenyl ,
hal o- phaihameuat indahd oracsna:eptnabl seitalei gphendlieli ttlﬂ@rpngézls’ltphenyl n ‘%ge Y 5

Lrifluoy rrEt“ dmg “'E h ’ﬁ;é‘?’fa 1 §§ 1 (?d %
et B Ce e i s St e i s

maceut i cal toC el m@dr, aJdGm rlc, am@lncmxgl diuaddtthyl,oﬂtrce:alamszotghar eaflower-

20) A pr ocessughbr anmfehnmn@ﬂa@t elb sefting hlé<51 or lower-algxy spaRkt forth
in claim ®puleyioArfi FESPRIHEN n cl ai ffr ert‘;%@gtﬁﬁ i E‘g oen §f§m o 19d1erein
B repreggnts a pyri dﬁ{mmenyl hal o- dical Mprksag 2 fve-

benzdi az[ 1, lS].lﬁjblsxt‘bﬁes each cphgming ooncr |gf¢fuomembetd1 tsn hemlyelred mietocglipHagy| | of .

_ IN t
che"gene o Fmi ~ I C(Eonenshnily SR Rl onh B ey 35
group, R eﬁ;?’locﬁm S—fSr as a substituent a lower-alkyl (108 1]

stands b%r e ned syntﬁetxcGC I‘ bufter, tdebnac Idd di'biyl-(ﬁxﬁer alkyl)s lotve tResyr@dwer 4)

Conpounds @&dssid Gb tghof |cnn%1béawm an!! cggh  alkyl) }gpr i (lewver al @Fléﬂln\qu% akyl] is
f

present, RMEE F°§al ﬁ(;. @g%r ( a&g’ Jlte%:%%f% opa 1 ena
group, andthi‘- ég%n a vza‘d sQl@ibﬁ ercﬂ ogobgnched-c B b%s 3¢t

forth i o Cimihld%ontimer, mixinghBRE Gheft WY IIER:GO]- | véhich v Guatds afrd 283, ¢F, esenﬂs(aa 2-
(1 ower al kgliar r§jC piiding | they rGiD, mag:ﬁe{ deastgone of R® and R* being present when
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25 addition salts thereof. 6) Conpounds as set forth in claim 1 or
claim2, wherein Rerr] is present, Rerr] is absent wherein B, Rerr],

Rlerr], Rerr], Rerr], n and the broken and derr]Herr] stands for
an ethylene or 2- |ines have the significance given in claim 1, 80
(derr]-derr] oup, and acid addi- wth an acid in the
presence of an 7mmmtlmmmmts thereOf

organi ¢ sol vent and,® where requ red, intr 7) Conpounds as set
forth in claim 1 or ducing the grouo Rp@cdz} by Iovver aI kyI ation or 17
claim 2, wherel err I S_present I and Rerr

ower - al kenyl 4 P w@gﬁg } i L bsdg el;ggfp (g criming o)
standsy for an aﬁ& r@ﬁ]%leroke 1&5 gl: Qﬁe §rS] 83{01*0 [ g )éJhﬁian&

convert- 85 subsmaen(xs(%i[ a4chdd- eeb}r ]are aptopdl) eetrﬂryjolemmo]gpd:amppmﬁude acid ing

the resul tifg aﬁg@ a&sﬂﬁm eofy reprle- 35, 1? conl?;? eusieg] geper#f@rieempﬂs—
sent Isa?nm oiygig,fn,g, . h sép Wﬂb hirmaceun;%%:a Sdpaggt forth

ﬂudrdih’i nyfg\ nlt Sreofilh a re w1th a bagible phar-
Cerr]Her rJ (bWamﬂsrl)ipbanylaw (@m dlkpme pd)my12 nacaNeaﬂ]ehmar = N (| ower al kyl )

group by R S 1’°”t “ﬁ‘ﬁ? gLyl epgidt afEehit ‘?,,g’gg g e 75
treatment wt mhémmﬁeﬂrese ¥ Eorth:m: Cé hb- aconr:gﬁsseschydfé L 1;;[1 ff:;f:: .

al kyl am no) - phedgyl tgﬂlmtqﬁyeth@l enyl, om&-pﬂhﬁ,ylofane FeReral Sf ﬁ case nmy require,
40 acid addi tllows @a!)wéenﬂh@r(é%mg aléwxy)-phenyl converting any

f 1 uor o- phenyl gg’ﬁ‘é’%ﬁ ﬁ;f;ndaa:fé‘g)i ’n’pounds as set f th ;51 any one of
a (lower al ky|sﬁ{§1ﬂﬂ r}(,ﬁfplﬁe’ny gt oup, hy 7ol ys- thec cl ai ns,
wherein R err] 4)5C<aipsmﬂi as bendorehniy dldifh reorpr oduct g 1WI th a cﬂ’id“ aci d and
Rlerr] is pres Phergk lf“sls sl%snlséhﬁmre re- or onvert| ng any .
product i nt ‘m-ig'i Sta ﬁ o :rel(’)ffgpg PesE Py 414 ogen ato nd cid addition salts

addi tion Sa|t ﬂ5Co set forth in claim 1, . 21) A
process as setwhérgntR‘i i rabsstitaant Rfpresents a _2- 10) Conpou ds as set forth in
claim 9 wypef xtmn E?F‘L PEP]11 BiRpPHMeacidi n which B wherein said

hal ogen at 6m i iese@tf@m in d@priegents a pyridyl, phenyl,

hal o- phenyl , Tc)’aim- 2, whereﬁﬂﬁ‘* RCirent,ORH #s 1absantS alhesint B)ERERA R*, R?, 7 and the broken

f 1 uor anet hyI ph‘b FL, swandsy for Fepylene qr| Zwdines]p@e the Slgmﬁc%m@) giygn5n -clajga(lo 80 2 -

[N - [3 - dip(} o ALY i 87 pbuctingrk deg e plie s wgl'ﬂﬁ'@“ B

al kyl ami no" - "pf) OpWlpbunds @ Tiel @lrth in Zlaim 11 belQabing thel ot SBAngt
mat eri al . claﬁnz, @in R16s present, R* and R* are lower-alkenylatwn, introducing th %)oué(s)
process as Seg r C a flsyfor 2 ethylene or &Y ang QI pbrl en—allgjlanon Nonvc 3 85
di met hyl - el a 1 ah ):re T8 S RPa 2Bt 4 r°m“°fmmaﬁ“g3f’£s onfhOPY! ) -
am no] - 2' YUQdnepounds 128 ezt iR Qdif] 1, sarmasan&m@n CdpRkehts e T H,St ands
for a 105 wbgnz Hersomds, for an ethylene or 2- =N—OH or =N—(lower allyh) ogagripele
chain is use ajkp l%"é‘%ls d§5eprese“§ m‘ﬁ 0L Wi AT ‘m“i’zhydg } aningeg a 90

. wer  alkylami Toup, } amine “3s the case _may, require,
di -1 ower gt é&a dition saﬁtsa} flj ﬁ g f) mng %59 rﬁQ rO- phegﬁ jSh into 23) A

process as set $0TdpoinBs 6 &t WOrth20 any onenﬂn& (lowcr alkylamino)-phenyl group, hydrolys-
or claim?21, mep@qedlma chiony @rhqg 43 apierte 111 any imine product with a strong acid

which Rlerr]. Si‘d§s Ea%%ﬁ{lato ;%P‘l ﬂ,th%i%nt gr(gpqg] H prpduct into apggid 95

14) A 5 - st tiRreof. ower st ndsprécag a@Rerelofty |i£NInO120,
2-(Cerr]-C er &’ 0) a@ punds as set gfbiid In) alimae -whpml@pay YenzdiagihifJepdge -in behithoBhe-

et hyl ene chai H‘Iri ac1 LE 5 lsﬁ%eiggf%‘}o[xp%ﬁo%tﬂ@r ﬁgggtsh;l- BO g 1tr<l) halo—phen}éllotré; 1

24) A proces§ {8 s 6t ey i ChAL Mower: alkyl)-pheny! ﬁ;ﬁ}lo@cr a1Ko: ‘}j‘%ﬂy&yl -
2 - nethyl goi nmyl)amumhep&@mm ambﬁpzmrl -Aiprb,-4)ie pded @s tHa syl aerihle- -
N - nethyl - &enzepdinone. benzophenone g £5¢€ niB & pZﬂCﬁSIsu@rser- fortb iy | clag ol@p | s

used &S 115 12) 5 ' 101' ‘_ %‘ _Yl" r Cl ¥ m’?éf gg CDZ 127f1
starting mat eli:énléxf enﬁi‘é yl) t x)o . ﬂuo“f h |propyalgl?g{r&s n Cis a:?% dgﬁéfﬁnﬁéﬁfng 10525)
A progess ag seifs) faokt. hhakon QHXNQHF? Ofgi-lower materidld

1,148,622 alkyl)ahlalbﬁspralﬁﬂ}t o aldifo]l nbtmuphece, ok dFIess abéﬁr forth

case mmy requi?ie, converting di az[ 1, ﬁhgﬁllﬂaqs hgﬁ‘m’\?dﬂﬁ g‘?% p’g‘%{mati&ent
and Rl err] anl¥14f ﬂubr@%@ﬁ yi | Bd‘(B“erl Rtafidsafof bHWAElene or B (G—0f agkept 1N
the 7-posit, Hﬁ““f’ep? nt &% o aPRGPAR e lelpyhvéfnyis @dcmple stayudg mlagzsalng any

hal ogen atom| h ter Whaith 2% st rong
aci d and/ or CQ;!l %’ﬁga‘%y? 32&5;2)3 &ﬁ%@@sgﬁlﬁg%eﬁiﬁ‘mﬁ& ey m '51“ :E! 115

verting any protﬁmmcmbbaﬂnérd K2H roetigfamd@toi-d the startingheitedialn sal d ha ogen atom i s
a chlorine at 6D - Nodpathybnamsiaglt - benzophenone. 2 7) 25 Ay proecessas s fortbtin fapy ok $in ¢l ai m
25, 33) A process as set forth in claim 32, wherein a 7 - halo -
1-[3 - di(lower alkyl)- wherein a quaternary salt in which B repre-




amno - propyl] - 5- (2 - fluoro - phenyl) - sents a pyridyl, phenyl,
hal o- phenyl, tri- 60 10 2,3 - dihydro - 1H - benzdiaz[1,4] - epinone -

fluoronet hyl - phenyl,  nitro-phenyl, (I ower (2) is used as the
starting material . al kyl') - phenyl or (I ower al koxy)-phenyl group

28) A proc inclaim 27, is used as the starting material.
V\/nerel n 7 - ‘iﬂlﬁmﬂmimﬂl l“l di rret hyI am no - 34) A process as set forth
in - - oro - phenyl) - 2,3 - di- or claim
33, wh1§re| n a quat er nary salt nII%ZZ 15 hydro - 1H -, benzdi az[ 1, 4] -

epi none - IS which errr I S absent |s used as the starting used

as t he st 1z ﬁ% tﬁa2t4ex'n1:l ’ve, wheréin a benz- amine lg ?a%ﬂ may requu‘e, corzr M\ nrocess as

ine in R1 is d R2 an ﬂuoro-p e into wer
set forthi smon ansl?ti e&‘ T}h rofy! Lx hy 33 Or

wher ei n aha bgen dial & usedlas -the(s&rtmgd:h;a(elndV\Bhnn&lﬂ( -wnhm sirb) 48 , andyfoe tedk N§5a

quat er rfa 2§)a#‘\t PIRIISSyA] Tt [0 forth in Al produg Dbtmrénwo an 2¢Q - di hydro

B roprt i e T %Q&ﬁﬂ%m B CHRPS ed 78, 128 R ol 32

benzdi az[ Jn pvnome -1 {B)- digowsSaK; 1)aswhae$n b RyBar&rhady baltNigd whHRth 68 kepte- t he

starti ng meiter pabyl] -5 (2 - fluoro - phenyl) - sents a pv@ﬁ Phe ,od’elgsahasl, st érth in

any oné®of3 - d‘hygr" 1F3 0 penpdiazijrld c &RiRong 3 %‘Eﬁ"“’fﬁ@ enm (l?erél s 32 to

35 i ncl us is used, a esta mgma , I’) er wer __ nitro - 1

£t dia f claim 27, flus

- [3 - naneyeus '&hldrm \Nhl(!:hdﬂeﬁ;rlﬁdlmrb s am)emt pﬁfb@b B[ e&rf];nu sn clanm 323 - dhydro
1H - (2 - fluoro - phenyl) - 2,3 Pqileserntclalmg 33, heheiginp @ Sjuaterony el in eff esents a

75 2515 dr‘y@{"%\/\{%ﬁ stﬁﬁ a§r‘ L4l -RPeS -2 ngﬁal ig; absent s |ud ey hE SHIPE used as

the starting KBfBeisals set forth RhaHM! 25; §) A fchyY df Gt forkHn claik89Zei az -

37) A pr @h)a@ﬁrﬁa as Bbt- lforSt-hdlqlawmilaAI)m cldfi, 34, whereif 4 gddtemirnaien whicR) i s used

as the t%lw XHH elrhﬁnyéaf?l H&V‘?gaenBaFtERS?Fth%aé Paheriesrap girused 70

mat er i gﬁ epinone - (2) is used as as 6& .jt\artmgmateg Aﬂp 1991%5 a()? set forth

terial. T 1

in claim é)arim%fgﬁegfaaﬁ dt FOUPEDCRES 201S c1sm 38506 B :icﬁls:a:ﬁyah@ﬂxe 2Quareddher ein a 7

- halo - Sr clai h@nyvhir}efn 11374-dmtrd|--1 - 80- 3«'@5’ nstdt afggbgrm(b;‘tmab}?ﬂand Risnsve wherein

the hydg 2 snzdazyi hydr caL 1 pospion and re >carried

out US' ng ;fufﬁr q%})oﬁﬁfyaglg-dl&m b}znzl;hi 4] eggﬁI}Aﬂﬂi’ogﬁe @ thir ‘ﬁt ryﬂiﬁlﬁ used as the

32) A pr ouet%mﬁxmr '(zljlels n’esemfaacﬂxu rsertipg  twhezein sidaliajogency tcmafserdﬂaime atom. di anm nes

cl ai med ma 1 | err] H 3r3 A P“’CC s &t f s‘slmaé@set fort h
in cl a|3m cl ti)cC;SS ‘g Qnt tléfﬁé 8I‘2 32 é,lél‘ g?ﬁﬁ)g dxazlal
wher ei n 7lysxsf% Q% om uding hydl mdl 4[14]di‘>inmm 8ftho: Ephatet Eeﬂﬂﬁ ﬂ:EOUp, R[err]
S presen'[[il 3and ﬂoessrf mhemfacm the stgg)&%mtedalh drof -h4 - benz-
present) PROfEss ¥ [19EL ne Plﬁ‘l
net hosggpﬁfgﬂ’n?l G;?r " %@ﬁ f{,‘z‘% a8 (wgg WBre 0 o %f (1_1’1 ﬁ@nz‘quéﬁ ernary
salt st aﬁﬁedeﬁgreﬁﬁ eenslaaiwer-alkyl groGf) Whizh ndxazjl,@e;mamm @ﬁthﬁkﬁlphdﬂ&‘ls gedesak formula
40) A pr owoesscomprise treftiog tahquaigrnety asaitn St@gng material.
wher ei n 7conta51mg6rc6t1on og e graf:]rélrfwmu a 4 . é&rm proc as set forth in claim 37,

w -"chloro - 5 - phenyl - 4 - ethyl - 90
2,3 - dihydro - 1H - benzdi az[ 1, 4] epi BB Wndihydro - 1H - benzdiaz{1,4]epinium
i odide is used as t he stagd;i Nt mat er i &dide is used as the starting material. [err]

7 A process as set forth in olpia -
41) A pr gc_essz set fort h n claim erdin 7 - chloro - 5 (2 - fluoro - phenyl) - n 7
Lﬁa --n
ogh &ed

o

chloro - ”Ieny|)‘4-ethy1-23-dhd - 1H - benzdiaz- 95
4 - ethyl - 2,93 - [H - benz fli,Agpiniund %o R s startiny

[1, 4] epinium i

mat eri al . claims 32 to 41 1nc1usrve, wherein the hydro-
process as set forth in any one of lysis is carried out using sodium hydroxide. 100

claims 32 to 41 inclusive, wherein the 4ﬁydrmecess for the manufacture of the
lysis is carried out using sodium hydlEi lscs‘;:;ctgbfcglalm IdWngl process
43) A process for the manufacture of tJagul & & compound of the general
di am nqs GhadimBORY R, Ri, &F Bdlthe Wﬁlleﬁhneﬁ)rocess
conpri seshavealcctsugn cac wﬂMOlf andhi® gener al
@Fr] Rlerr], ;R err] and the broken |ines

formula Zgre
have the SiGhM fﬁ ’gais’nb}% akin 1 and R nm esents a

dide is used as the starting

as the swatenidln
9’842) A Process as set forth in any one of 42) A

Clerr] 4§ Elk)ﬂ tloﬁi e@&mplaudﬂa fidfro@uclps € undelr > fydr ol ysi ng condi ti ons,
and, wher gergeoup R° by rﬂéﬂatlon,monmrmm ng the gr r] by | owerlo5 45

al kyI at i offe grsultipg@ro: d‘{*ﬂ g? °se1“§1trodu0| ng tshe group Rlerr] by
onding ptodu

| ower - al kif} SEOR, e ac‘,’f l-_fl‘i@1 =N—OH [err] 105

the resol td AL v 1)|gmup\ﬁbyeéacn6n wRpresent s an oxygen atominto a

cor r esponeimepigy rhydfepyt amine or jan levsi-dky! A represents an =NH, =N-OH 50 or

=N- (1 ower al kyl) group by reaction with amoni a, hydroxyl amne or a

| ower - al kyl



1, 148, 622 19 either with a
conpound of the general for- product is treated wth a conpound of the

nmul a . formila fourth witten in claim
43 and any protecting group
is split off I ng product.

55 “""mm”m”’mmu 7) A process as set forth in claim43 or

[err 44, wherein a compound of the formula

flrst W|tten|ncla|m43|n V\hlcthlelﬁ&éZZ 19
sents a protected amno group, 1S reacted w

a conpound § kef Y 140 FORPURd % i &F 6P ferﬁfﬁnﬁ “Qﬁf‘:ﬁm ag_]flo‘;? ﬁ"({)g‘ﬁound of

t he general or mula claim43 in which %d@RiLsants s@u it R ,result-

brontne or iodine atom and[Hh:eRrjr otecti ng; Broduct.

Y-Clerr]Herr]-hajogen gr ptip “1 Brogepd 45t seigforth f 6‘ feorr eact i on
bt ——N QI}

product first wntten in ucll:.mclorzxgo; ﬁl I?e g- in the

presence of a proton- donat 1H or R*jand tre&&ﬂtﬂgpzﬁ)h&ed’ﬂﬂﬁdgr&f@ 1§)i‘- ithM t h a

com ing acid agent. a compoun§ §f the formyely sedond fwrittye ingefer al

formul a or with a compound oggl)e g&neﬁqfl Jeawla im 48 iy gyhich Y fenzqsenisy?
clai m 44, 5\/\/ner ei n tk}@.gCﬁrmmg, of the s%f& u%fs or jodine a¥om andfaxtfhe proe&?fg

split off from the reaction product ]
formula witten in claim43 i's one in WhyGRating in the presence of a proton doﬂ[terr] S

resent and 2@ oeatitgfhe peadtion progycbwithe sonyy Repacid agent. $Pou
b pgzl[md of 3;:[1 gener(ll formu?Ft p %)8) A process as se: T P.
70 . claim 44, wherem ou §x$d as set
forth in claim 43 [H or R*] for@ula rﬂieﬁnl a1m fsQJ'n@ it W@cconmpound
of the / R* is present and C,,H fn@prmitaavwrp-t t en in

claim43 is one in Wi ¢ch and, in eitPh oflf a

protect- Rlerr] is pre $ANE R err] is ap ég?@“hc&he F}(e gg’u;, a‘[’}’qﬁe- 10

I ng group present and, Wnere reqw red, ifGmulaSwittes uaﬂaxeltnyisesaeumkhmh

2- ( err] - Clead, rij exaheky'JSf), -Se‘tthggl adiney pr@ect- R'tis prdeeot, RY i dheenys ldg]?

| over - al Ki! afegd iikTciatl: N 103§rfa1§9ﬁ‘%q’ ny) | seng *f“aft“rYBﬁe oty 7GroHutkig ‘Pé[‘%‘r r'15
and/or R er wer—alk )tloé lﬂ{rtﬂé gxd?(%il{‘f % A rbr&:Ls@-'amsetlm)rm in clalY 44,

| ower - al kyl aki mr-amgmbe; t:dnﬁgm@ngnyp;rrmﬁuctwhemhea edompamd:mfrpmurfdnmfa fde formul a
first i Ao whicke A [Fepreeepis elgeoﬁmn male (bdePf’Pt inyiphiqht B peprepenes| i m 43 i n
whi ch B r'épﬁgggﬁgggdj@ar acbn ﬁg;,?g BRIy FRREEH A Peptiderts

3-fl uoro- ph%ﬂﬁﬁ by tQh‘tBlexktstﬁ cﬁﬁ hﬁﬁoxﬂt arsnHng pr&iss as se@fordiNH, clapht 4H  or

=N- (| ower alakoyse or midwer-aligll amine as tgerca dyy dr r daih e twhesieinha ammpnndd,of hidr oxy |

51) A pr o ?‘luﬁ% @ “*F‘S)rfkf‘ gﬁlﬂ"“ {lnﬁm‘gS f"“‘;:ias Fing ‘t‘ mmoacbg/e‘@ B ¥ Fh % g ne as
the case zsx mel rod ? tz‘ixg,cqm &i\d%ﬁée formu%lgéjiﬁﬁera

converting a,a& Merc@wa My ;gscmt:tpmm ar r&ti a cfa[nii 81 mvwmdhﬁe{iaddflfoﬁhazhlm 43 in
whi ch 20 Bacid pidtiaa fl:obheB, Bl Ry RAnRH & group, X stands for A

tosyl - amvdgtmnqm%;ﬂr%w%ggt flg‘gg:foﬁiydcaa b% PRy T e 5{} vt h a

strong WQHEQ fﬁlf 1B thrbmula first wﬁﬁén nd

converting amyougs Qdmﬁltstanmhg)foam antign loiwer di‘ as mséhB anmlepcdSenh(usﬁaand:ssx-f or a
hal o- a(ziﬁgl 2aindi lovo mlkenyl-gmingspr ppytecfl-e rtjo @Feﬁ ﬂ% é%am 8rr R[ err],
gen at Om 44) :Eaucgspea\s Qgt%ﬁﬂ] ulx 'cﬁﬁx? 4EIaV‘;, zdm st-fé jn& rme aclé

process as S@kreth 08 tdBmpdind@ IRy B dorfilila 2Brst 1 Y NA | pRocess aus eet o he

synbol s cl avrmtsn ikethaoclﬁzr mrwﬂlqhsB vepresegipe ragj ciing 4é wsrein 2 90 halo - -aIr-’nd- Y
standi ng for ; t‘lfﬁyl ﬁ@%ﬁg gelog-pEopy rﬁig‘l“@l “f? r °‘\‘M| ’t?‘n in
mtro- owe phenone 1s Teate o kly

claim43 35 s alks,ﬁlfpﬁ,},yl foHlined R et

absent an §£wcrs aning nputeaslent I N t e 5-posbs A pmcedskzylseamrmom tiomes3

al kenyl - am n?45@rA progsesewstseiglorth iy g nf;a‘h*d‘”r C@ﬁ’éﬁ'@’s‘*’fﬁfﬂﬁaﬁ k’lﬁ"atb nl@ - ani no
aim 44, wherein a compound of the formula 0 - r IO~ |

group. first written in claim 43 in w xch X stands aéx T fFin claim

52 30 44 YorPe BRIGRE SorAS ﬁﬁted w2t § cenit C &;)rm essW@QsEtederhsﬂl watngen atom
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